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n^^7X7^7fcF\ 0 -^nn^X7;i^t 
20 H\ m-^PP^>X7^rt h\ p-^no^yXT 
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yU/i^yUjS, /n-7 p p 7> ^ y ^^tKx/I/S^ v 
p aJr?^/isjr*ris%/is7$=L/i'g:^%:^ifz>z t&X% 
20 3 0 

[0019] Z(DX ot£T~3ri/<D*£X x *fc#F£ 
X-fi^^^B^^^if ^^yu^^T^^^T-fct) , 
Ept? t>^>^ ^yu^-a-^^if >^yU7^>^T^^->^# 

k«f*ia\, ^7t. ifs^^^^e^s^^-r^-o-if 

^yl-T^n/U^-^ >^ ^yU/ft^yL'T ^ 7 r y — ^ 
2s, T^yuaryu3£, Ty^=J^v/^7yU/K^yu^ (^tt^co 

mo . T^mm. ^h^mmxsm^^ixh^\ ut 

Jc, (I) —(iii)"C*$ax-5ft-S k «i^ 

[0 0 2 0] 
[ft 3] 




[0 0 2 1 ] 
Ut4] 



(11)^2 0 0 1 -5 1 4 1 7 (P 2 0 0 1 -5 1 4 1 7 A) 




d-14) 



23 



/ 



ci 



(13)5=^ 2001-51417 (P2001-51417A) 

24 

F F 




\ 



(III-l) 



-0 3 S 



F F 




-o 3 s 




(III-2) 





0-C 8 H 17 -OgS 
(III-3) 

CI -O3S 
(III-4) 




-O a S 



(III-5) 




NHCOC B H 17 -O3S 

(III-6) 




(III-7) 



CFo 




F 




CF a 



CF 3 




O 




0-S-CF 3 



N-|-C 4 F 9 



0 2 N 

-0 3 S-^^-CF 3 



MeO-^^— I :L -^^-OMe -C- 3 S— Br 

(III-8) F 



[0 0 2 6] — f&5£ ( I ) , (II) (DikSm-i. 40 



*<Tt,i^„ -j£^(ni)ro<b^»±:l3 '>-m^:&£- 
ii^y^hlB*fe©i^»(:^L-. 0. l-2 0li% 

/^igsr-fc'j. »SL<(io. 5~i omm%. Jgi-ff 
s l < a 1 - 7 it%ffe5„ mnttmmmsim t l 
t. {sjxff— is::*; (i) - — i&it (iii) (DftcD^i* 

(i. i^^si/j?/; Ma^f»ro@^{w«- u 0. i~ 



25 

2 Ofia%#igiST-fc9 . £f£b<fciO. 5-1 Oil 
[0 0 2 7] (ffi<05fcSS6£SI) _b 

( i ) - — «5t din -e*fc$4xsft^«i 

(I) *E* (III) T^feSHi^fti: 

£ fclctt4til6<ofiSltJwJ: 9#j!SbT»&*£-rstti<ZMfc 
Srffl 5 *g\ tk&tm<om*Uz <fc 0 b T Bfe Sr« 
^■f-ite<Offc^*Olt*tt. -t/UfCl 0 0/0 — 2 0 
/80, #£b<J*9 0/10 — 40/60, JSf-ff* 
L < »8 0/2 0-5 0/5 0t*S o W«fc5ftffiW 

[0 0 2 8] It rttf><^3teJ-ct «^4t5S, 
*> 5 v Wfr&ttSrtf y fcHrt!S#H::* A b/c 

ft^. ft: fcx.fi, #PJHg6 3 - 2 6 6 5 3 -§\ #fPIB§ 
5 5- 1 6 4 8 2 4^-, #BHBg 62-6 9 2 6 3^ # 



(14)!rM 2001-51417 (P 2 0 0 1 - 5 1 4 1 7 A) 

26 

EPS 6 3- 1 4 6 0 3 8^ «rBBH8 6 3- 1 6 3 4 5 2 
4#Klflg 6 2- 1 5 3 8 5 3f, 1#BBBg 6 3-146 

0 2 9#*JC|E«Ofb-&*S:fflv^C: fc#T?#S 0 £ 
»3#H«ffHIS3, 7 7 9, 7 7 8^ 8Wti*HT* 1 2 

6 , 7 12 ^MfK:lB«£>3fcK: J: 9 »&38£1-£*fr&» fc 

[oo29] (3) ^jBW^ffiffl^jxasewffli 

**W^>(fS^^ MHj*4»"Ctt. #S»6£»]fc fc t> 
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(i) N-t Kp^*>^^S, N-T^^v^^- 

( i i ) ^tf^WbS^ 

(i) N-t Ko^'^f^S, N-7/U3^r^^f 

IfctUll Ri-HWff^W (KT, Tep-aj tmWL 
-tZ) BO, 13 3, 2 1 6^ SSMSfF*3, 6 3 
4, 671^ ^113, 7 1 1, 2 6 

^•BkfcRVt* V ^7^-^7;U7t KS8 

^«01^*-*/^7yuf t FMi, EP-AI 
0, 2 1 2, 4 8 2^I^T^tlf:7/U3^'>i^ 
m^\zM^£fotz.'<^^yT-r^ ^-*toJ±Tto7*K K 

te\ 4>£< ^ t> 2 (SORBIN- t KD^ 4 >^f^S> N 
tom%#~tZ> ^ 7 S y-^7/i/rt KK*#* s #*f 

[0 0 3 7] (ii) x^^v/^tfrij:, -o 

-e— , *°y 4ft^^3jf^^k-&»Sr**f 5- fcds-e# 

So Waitf. W7x/- vUA£ xt°^ p;ut Ky ><b 

So -ttfXfe, JMBWff*^ 0 2 6, 7 0 5tm * 
HflSfFJBl, 5 3 9, 1 9 2^*I:E«^ ffifflS 

[0 0 3 8] (4) *3BW<7?j|flj*»lrffi^S*tS-t^te 
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*Wtcfi^->f xn- # 10 1. t^M^p-# l 
0 3 . *4to\?>9 # 3 1 2 , ^/^l->-BG, 
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[0 0 3 9] 
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30 (Ollftt L < tt*t*©7 9 -/Hi* t , cr.T% R 
251 ^R 252 H SiS:g^ttI^MtriJ:i\ R 
253 , R 254 . R 255 &1>*R 2S6 fi, ^--C^Mot 

[0 04 1 ] ffSLtvRttWirl/rte, Sfett<li* 
40 g^^r^v^ Ei^t b< fi*g^^r ^ y t°y v> 

y>\ i»u.<ii*«^^vyy, «tk*>b< 
«*B«i<o t o 7/uy, ®m h t- < fi*K»<^ f^7^ 
g&t>L< tt*i*©7 5 /^74- y gjftfc 

L< te*a^T ^ JTto*to*to~7* y V^* s *if b 
50 ix3 0 SFSLl^BJfeXtt. 7^/1, 7;7 7^ 
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7y-yuS. 7J-/^**>S, ^hni, * 

[0 0 4 2] #i:ffSU^»ttt. 1fT~*s\s* 
1 ? l—\?*3-Jl'?T~*J>'* 1, 1, 3, 3, -7 1 h 
7 t'l-frPT >f5*V— yK 2- *=5->v4 

y^K 4 yK N-^f/K v^V 

-yK 2-7:n:^yWf 5;?V-yK 4, 

^(^V-yK 2, 4, 5-h!)7x^M^^/- 10 
/K 2-7^y t°!Jy>, 3-7^t°!iyV, 4 — T 
^fyyy, 2—&* s ?Jl'T 5 / f»J v^V, 4-v>V 
f/U7^y t'lJyy, 2-yxf/U7^/t°yy>, 2 
~ (7 5 / /^vi") t°!iyy, 2-7 5/-3-/^vu 
t o yyy, 2 -75 / -4 -/^vt-fy 2-75 
7-5-^f/H: 0 yy>, 2-75/-6-/^/Ut: o y 
v>>\ 3-75/xf;Ut 0 >ls;y v 4-7;yxf/^° 

yyy, 3-75/ t°oy ^y, tr^^v^^, n— (2 

-7 5/^W) tVy^y, N — (2-75;xf 
yt-) txjlyy^ 4-75/ -2, 2, 6, 6~7h^ 20 
^fyut^jiyy, 4-t^yy/t^!Jy/ 2 — i 
5y*t D -<yv^ 1- (2-7 5/xfyl/) t'u !) v 5 
>\ tr°^y*— yK 3 -75 / - 5 -/ f/Ulf7/- yK 
5 -7 5 / - 3 - ^^/U— 1-p-Mi /Ut°7^K 
f^v^ 2- (75/yf^) - 5 — / ^-j^\i 0; 7 i> 
fcr°y5v ? >\ 2, 4-v ? 75/t 0 !i5y>, 4, 6 

/yy, N-75/w7ty>, n- (2-75/x 

»J) / (*«i6»*ffc'&«) (^e/Ht) =2. 5-3 0 
0t*5:i:»SU\ m^^\t^2. 5 
*S*tft9, »«*^fiT-r5*&^*>9. 3 0 

tt. ^^L<fl5. 0-2 0 0, 5l:^l<li7. 0 
— 15 OTrfcSo 40 
[0 0 4 3] ( 4 ) - 3 

uyy^P7>f K. y^D^fyy^ >^ 
n^>-3?/>. 2— ^-f#/Z/, y-^fo^ny 
yf/nf/u^Fy, yy^yn^/u^/yf^x 
— -7VK !i / xi^/U:r.~- 7yK 2 — 

y h^riy^x^/i-7irv 1 — K xf uy^ij =i"/i/^yx 
f;ux- v^u7ir^— K 7°Dt°uy^!jr!"/^y/ 

?vU:r.— t^K /D t° 1/ y ^ "J n - /l/^ / ^ f ;ux-r 50 
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ggm^/K / h^r^nftyS^^K ^ h^y/D 
t°tyixr/K t 0 /Ub°>®^/ ^/u, tVutf >g£:x^ 
/K f/Hf/S^PtX N, N-y^f/U^AT^ 

[0 0 4 4] (4) -4 Sffij£fcfe*];g 

fi, ^°y t^f-yxf uyy-) y aoc— 7yK /Ky^-^iy 
xf uy^rry/ux^r/u, ^ y t^yxf uy-ir^- 
yl^ — tvK jK y UV^U^f yU:x — ^r/i^co 

/Ky ^^^U^TyU^y^— TvMH, ^y^^-v/^- 
f yyt^f^7x/- ;ux- tvK ^ y ;d-3r u 
y/ xyU7x/ — /Uxi — 7Vl^<D/ft y ^-^r->rc^ uyT 

/u-=3r/v7 y yu^-— t^sl *i 2j-^>^^i/> • >^y ^ 

^yy'D fuy^n y ^ n/K y yyutf ^y^ey 

7>)y-h, yyutf^ y^ey /^u^f - K yyutf^y 
^■y^77u— K y/utr^ y^ey ^-u^.— k yynf 

^^hy^-l^^— K V)V\f9 V h y ^r7 h^co 
yyut^^gtt^x^yP®, zKy «yxf i/yyyi, 
t^y^/7^i/-h, ^y t^ryxf yyy^t^y 
^//^5r-h, ^yt^r/xf uyy/i/t^y^y 
777U-K y r^^c-v^^ U^yyUt'^ y hy^u 
K ^y t^yxf yyyyu^y s y ^r7i/- 
h^cDtff y ^j-^ i/xf yyy/ut^ ^SSSf5St=^^^M 
^y^tyMffiffittl, x7hy7 p EF3 0 1, E 
F303, EF352 (Sfftffl^tfiS; («) St) . * ^7 
T y^F 1 7 1, F173 (7V0*^>^ (t*) 
K) . 7O7-KFC43 0, FC431 (ft?^:^ y — 
(t*) M) > 7i^t ^f — KAG7 10, ^—~7x=l^ 
S-3 8 2, SC101, SC102, SC103, S 
C104, SC105, SC106 (JiasST- OHO M) 

*<z5^s/**»ffigttffll, t/^yyp^rfyTKy^- 

kp3 4 i mmk^m («) at) yyuat*t> 

5, No. 9 5 (**tfcttJIBfl:¥l* (ft) 88) ^^r* 

^m(Dm&Vdtp(Dmi&fti o oim^/: v , 51^, 2 

J?ffi?Stt?iJii»aT» IT t) i ^ L, ^<o^ 
[0 0 4 5] ««*«ElK*^S!ig*^^43l^TU^ 

PylSffi^) **«^#I7^ h L-v^ hffl^tt 
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*mik$!) BUfl-f-hV trsftit-t-bl) <> 

A, y 3? h y v*^. T^^r^Ti^^coMWT^ 

y^t^^A t Kd^-v^ F\ rhy^f^Ty^^^At 
[0046] 

[HJSCT] EAT* **WtSlllS«^J:9 3E^I¥iNB«2:KW 
(1) 3tSft**«l 

l) ^y ^ 7 □ □ f y h 7 ^ y 

p y K2 5g £zfc#T> 9 S—fr 10 0ml 

it, ^ tii: 2 5 %r h 7 ^ f ^7 y^e ^ ^ ^ t K p y 

K**»l 0 0 g£r^o< «JJP^ 0 ^a-C3NFPiO«# 
t5^^7D n^y-tr v;*/U/ft y^^r h7^ ^v^T 

[0 0 4 7] 2) h y ^^^/l/^/U^^-^A^V^^cz 

*s7 rc^yl^/l^^iy K5 0g &'<Is12>'8 OOmlC 
jgfl¥£i*\ rtttcJtg>fbryu^^^A2 0 0 g£*P*L, 2 
4 B*BB3tSE bfco RJC***2 Lfc«3>o< 9 r. 
tl\zMAHt4 0 0ml £-#D;iT 7 0 c C"e 1 0 b 

^©**ftSrft»^f ^5 0 0ml ffti^t, 
Lfc«^3 VfcT 2 0 0 g ^r7K4 OOmlC 

fegm^ju-eftfr^ ttm-tzt v y ^^yi^yu*- 

■>A3 — >>' K*s 7 0 g#^tvfc 0 h y 7x^yU7;u*^ 
^3-y'K3 0. 5 gSr^^y— 0 0 0ml (Cfg 
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n n^y-ir yywu/ftyg^ h7^ ^vUTy^e^^Aj&tf) 
SOOmlCiSlSU CLO^^£5%7 h^y ^^TV 
«««:**§»-*- h y ^t«fi i: h y 7 

( i - 1) a*»e>*Lfc. 

[0 0 4 8] 3) (4 - t -T^/U^rr.^/U) 3 — K 

t-7^U^yt'y6 0g, 3^ISi/!i^A39. 5 
g, **7KffcSE8 lg, ^DD^yiJOral §:jg-& 

fc 0 *»T2#IB«« s Ufc*, *a-ei 0WFlHHJH*L 
fc„ Rftm^yK^T. 7k5O0mlSriDt, m5:y^ 

aG^bfeftSJB-t-^i:^ (4 - t -T^VU^zn^yU) 3 

xy^7 7 p D^yir>^/i/^y^r h 7 y ^y^T y^e^ 
20 C^Jtt<Z)*}ft^P*.fc 0 ^CO^ffif-7K5 0 0ml 

rftS:^* n p y * ^T*ttffl, titl^5%rh7 

*Lfc»»*i-t-Si:^ (4- t -T ^yu^^^yu) a — 
K^^^y ^:7u u^yif y^yi^^— h (III-l)^s 

[0 0 4 9] ( 2 ) ^*S3fl 
$£t§3ij [HM- 1] 

1— [a— y^yU — a- (4 — t Ko^S/^^^yl-) ^. 
30 ^yU] -4- [a, a - hf* KD^fy7xn 

/p) ^^/u] ^yfy2 0 g (*<Mfc¥i* m) St 

r i s p-PA) £ 1 0%7K^ft:^ y ^AtK^^J^P 
7 %^yu-v y >7KS^ 6 0ml S:SfflT"C 1 B#RBri>*tT 

^^y— yi-3 0m i £ oifttfi-r*:: fcK«fc 9 . T 

[HM-1] wefe»*2 0gSrftfc o a«li9 2%T* 
40 feo/c (}jJft^o-eh^77^-ft) 0 
[0 0 5 0] 

[ft: l 5 ] 
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HOCH 2 



CHM-n HO ~^ // 

HOCH 2 



[0 0 5 1 ] %mm [MM — 1 ] (D&fc 

vi^>g# [HM-1] 2 0 g £: 1 !1 s> YiW* * J 

CH3OCH2 
CMM- n HO ~^ ^ 

CH 3 OCH 2 




^ft: (MM-1) <Dfife@ft:2 2 g ^#/c„ *4*fi 9 0 

[0 0 5 21 
Hfc 1 6 ] 



CH 2 OCH 3 




OH 




[0 0 5 5] 



Ut 1 8 ] 
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CH2OCH3 CH20CH 3 

[0 0 5 6] 40 [it 1 9 ] 
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HOHjjC 
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OH 

CH2OH 



CHM-4) 




CHgOH 



H3COH2C 
HO 



OH 




CH2OCH3 



CH2OCH3 



H 3 CH2COH2C 

CMM-5D HO- \ // 
HgCHgCOHgC 



[0057] 2. mmm mmm. m&wi 




CH20CH 2 CH 3 

I CH 2 OCH2CH 3 
CH^OCH2CH 3 



30 



OH 

[0 0 5 8] 
[*1 ] 



1 1 o°c. 9 o^m 

itt, Si5 0. 5 
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^ifcfc) 1 

2 
3 
4 
5 
6 
7 
8 
9 



2 
3 
4 



P-l (1.05) 



P-2 (1,05) 
P-l (1.05) 
P-l (1.05) 
P-2 (1.05) 
P-l (1.05) 
P-l (1.05) 
P-l (1.05) 
P-2 (1 



m&&m(g> &*Bfrj(g) 



1-1(0.07) 



1-7(0.07) 

I- 9(0.07) 

II- 1(0.07) 

II- 3(0.07) 

in-i(0.07) 

III- 4(0.07) 

n- ko.07) 

05) [PAG- 1(0.07) 



P-l (1.05) PAG-2(0.07) 
P-2 (1.05) PAG-3(0.07) 
P-l (1.05) PAG-4(0.07) 
P-2 (1.05) PAG-5(0.07) 



MM- 1(0.25) 

MM-2(0.28) 
MM-3(0.28) 
MM-4(0.28) 
MM-5(0.28) 
MM- 1(0.28) 
MM-2(0.28) 
MM-l(0i8) 
MM-4(0i8) 



CL-1(0J58) 
CL-2(0.28) 
CL- 1(0.28) 
CL-2(0.28) 



r-b^-h(8.6) 



// 
// 
// 
// 
// 
// 
// 



// 
// 
// 



[0 0 5 9] *l^*5V^T«fflU^:l&-^«:TE^rt«S: 
<»IB> 

P— 1 : stflJ — (p-tKo^f^) 
MwlO, 0 0 0 Mw/Mn=l. 4 

p- 2 : ytffim • 



ra-^l//^/p-^/^=4 5/5 5 (^eyu 
it) 

Mw 6, 5 0 0 
[0 0 6 0] 
Ut2 0] 
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PAG-l: Ph3S + CF3SO3" 

Br 



PAG-2: CH 2 CHCH 2 Br 
Br N" N Br 

I X X T 

BrCH 2 CHCH2^ N CH 2 CHCH 2 Br 
PAG-3: PhaS" 1 " SQ 3 ~ 



PAG-4: 



BrCH2CHCH2 njj .v^xi 

PA6-5: >=\ I V— < 



Br 
I 

( CH 2 CHCH 2 Br 



H0- 



OH 



[0 0 6 1 ] 
[ft 2 1 ] 



CL-1 : 



CL-2 



CH 3 OCH 2 CH 2 OCH 3 

r 1 

CH 3 OCH 2 -N^N-CH 2 OCH 3 
CHgOCH^ N CH 2 OCH 3 



OH 

CH 3 OCH 2 ^^^v^^CH^CHs 

V 

CH 3 
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OH 

[0 0 6 2] (2) l/^ k^->(?)M 
:cOUy^ h IRic«^»}ffipf3S« (APiSmffi 5 0 K e 
V) fcm*TflMt«rfTofc 0 HH*t««--tn-pm lot 

2. 3 8%^ h7^f-yt-7^^')^/^ Ko^J-dMM' 
K (TMAH) **»-e6 O WISt, 3 0#BB*T* 

^®^P»^-«fc9«f§Lfco fiSftf*, 0. 2 

0Mm7^> (9^f > : 1 : 1) &M®l1tZ> 

***** ^^>t*^-*frftmmm zmmxtv 

fz a 0, 20/im7^> : 1) 

[0 0 6 3] 
[Si 2] 
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Mr -si- 



[ 0 0 6 5] 



